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TfcJ\ [0 0 3 6] „ tfcli [0 0 3 7] fcfc^-Cj&^fcjI *) t?*&o 
[0 0 6 1] 

3fetw^ Mb 2 6] tcM*?**3£Xeo^*>, Ti 



miiE# 2004-3058931 



Ut2 8] 




Bo c-'Jv^ (Fmo c) -OH£fflv>T, *V=f^-I a& 
[0 0 6 2] 

-ftmKumtt < . — ^w^^r^fflv^tL^o <»-fr£i4. hatu 

, HBTU^ir/BOP ^HBfcW %ffi&W tfm^bfrko 
ttz, W^:ittti, Bo cftffl<oto-c**i^i:IIIRli4v^ # 
M B H A ifi ffl fi Z> o 



[0 0 6 3] 

[ft 2 6] KMfc&tMiiXSl^^ TS 

[ft 2 9] 




i^U lb £#T. SfcK, TBI 



ffif£# 2004-3058931 



Hk3 o] 




ic^i-j;^^, mi b<omzT %>mm&fr=F*i& 

[0 0 6 4] 

3 o^-e^o/co 

[0 0 6 5] 

fcis, ilfgtt^cojiA^ Boc-'J^ (Fmoc) -0H^L/:t 
, E^KltToT *> £ <U Boc-'J^^ (Fmoc) -OH£"g-ir:£ 

[0 0 6 6] 

[It 2 6] KPfc&iBIIflO^-^ TE 



miiE# 2004-3058931 



QfB. 2003-144152 



^-v: 27/ 



[it 3 1] 




Id 



■$l9mLi3J:im^®ti. Fmo c ^^m^Mf^tt^PIl) ^i3V^T{i 
-eo^l^^fUPIli^V^o TFA/TFMSA/p-C r e s o 1/ 

Thioanisole = 6 0/2 5/10/1 0 <D X 

[0 0 6 7] 

[lb2 7] HPt?^^Xfl<^d*>, T® 

[ft 3 2] 



l^fj;^:, Fmo c-'J V> (Alloc) -OH^fflv^T. t'J^-I 

^-•y hfcjRJS&S-fr, Fmo c i£ffl@fflffi^^ffi^T P N A« • #* 

[0 0 6 8] 




miiE# 2004-3058931 



2003-144152 



^-v: 28/ 



<Dij&Kfflmi* < > -m^tt&tm^bti&o zMzm.<M&w^ hat 

U, HBTU^it^BOP m<n— bm&Mtfm ^htlho 
[0 0 6 9] 

>XK, Hfc2 7] KP^fr&MilX^lO^ Ti 
Hk3 3] 




y^i: U I lb £ Mc, TH 

Hfc3 4] 




LT I I c 
[0 0 7 0] 



ffiIE# 2004-3058931 



^r-m 2003-144152 



^-v: 29/ 



BTUUi^BOPfW- JftWftlS^^fflv^ttSo 
[0 0 7 1] 

«14^ : f-<7)SA{i> Fmo c-'Jy> (A 1 1 o c ) 
£^ H^UtotU <> &&^li N Fmoc-')yV (A 1 1 o c) -OH 
Sr^-tr^TOPNA^y^-^-y f*I»Lf:tClToTUv^ 
[0 0 7 2] 

[ft 3 5] 



ic«toT> ga^jt-r^PNA^ 1 ; 1 1 d«r#^»o 

^(V&jtMzSfc Kmmteft^o mz-l$. TFA/p-C resol=95/5^i 
[0 0 7 3] 

v > & * ir Mb <^j& £ ^1" & t « #1 & <k fl-T- * -e <D % i f IJ m 

[0 0 7 4] 




ffi|E# 2004-3058931 



2003-144152 A • 30/ 



Boc-'J v> (Fmo c) -OHiRvMiFmo c-'J'^ (Alloc)- 

o h t p n a m z *rr & $H=- «> * tr i- * a k * tu* , tib- 
K(iii) 

Mb 3 6] 




5j X3 z6 

Rmn 

->>*fcttf-5 Rtt SlVMCgUtU RI— * fcliM&oT, Fmoc 

~x 3 , yi> y 2*3^y f zi~z 6 «*v»-r*t* ojsijioaafc-c*o. xi+x 

2 +X3^0-e^>«9> Yi+Y 2 >0-e*^ Zi+Z2 + Z 3 + Z 4 + Z5^ 
Of^o fcrtfU Xi+X 2 +X 3 i3j:U f Zi+Z2+Z3 + z 4+Z5^ 

mifS^-e^^o ) -e^^tL^>fb^^i3v>T. Z1 + Z2 + Z3 + Z4 + Z5 

[0 0 7 5] 

ttz, mia— #b£ (111) t^s^^^k^t, mk<oi&WBLft : ?'ifi 



tl&fflfc 2004-3058931 




[0 0 7 6] 

&ffc^J*> fliLlfttlB— (III.) Ki5V»T, Xi=Zi = Z 
[0 0 7 7] 

-mtiLvfr&hir, (i 1 1) n*3tt*f ~h*. ^fM^cr^-rs 



ffilE# 2004-3058931 



2003-144152 



^-v: 32/ 



[0 0 7 8] 

flfrfSmitO^te^^X^tL^^^li, Mx-tfK o c h, T. ; H a n 
sen, H . F . j 

Andersen, P.; Larsen, T.; Batz, H.G.; Otteson, K.; 0nun, H. J. Peptide Res. 1997, 

4 9, 8 0- 8 8. HWMLXftMK&mZti&o 

[0 0 7 9] 

HW; (III) o«Wt^i: Lt*»«tt^t*Xt*ttf, SbtetM** 

^m^a^fit IT, Tjrm^C y 3, Cy5, Bodipy, pyre 
ne. naphtha 1 imi de, naphthaldi imide> FAM 
, FITC, ROX, TAMRAi/diD a b c y 1 ^ OTITIC 7^3! 

[0 0 8 0] 

tL-& 0 ^<^j;^^m^ttM»{i. mm^wmm-^ (in) -e^^tt 

[0 0 8 1] 

Boc-'JT/ (Fmo c) -OH^IiFmo c -V v> (Alio 



miiE# 2004-3058931 



Qft-m 2003-144152 A ^- v I 33/ 



[0 0 8 2] 
[0 0 8 3] 

[0 0 8 4] 
[Hifefll] 



ajfiE# 2004-3058931 




KiWBocfe (cf. Koch, T. ; Hans en, H. F. ;Ande 
rsen, P. ;Larsen, T. ;Bat 

z, H.G. ; Otteson, K. ; 0rum, H. /. Peptide Res. 1997, 49, 80-88.) 
. ff. SWMBHA (5 0mg) i:f V/PNA^ v-a--^ (7. 
7mg, 2 Ommo 1) . l^JHBTU (7. 6m g. 20mmol) £D I 
EA (3. 5mL, 2 0mL) &ffiv*T«&#SRJ&£?T o Ctft£E$!iemffi 

>fcv*-C\ 'J >*-ffiw-7^i-B oc-7-aminoheptano i 
c Acid (5. 2mg. 2 Ommo 1) „ Fmoc-Ahx-BocpNA 
-OH (10. Omg, 20mmol) fcTOEB oc-7-aminohept 
anoic Acid*. i^JHBTU (7. 6mg, 20mmol) fcDI 
EA (3. 5mg, 2 Ommo 1) */Bv*TJH*«teS**: (T/A-Sttii 

£-Ctf>^-~v l»£jS#C*l&£-Lfc^ tf^ 1 ; V>#k3 (2 0%p i p e r i d i 
n e in DMF, £ffi3#) LTFmo c£*R««Lfco *v>^ «tm 



miiE# 2004-3058931 



2 0 0 3 - 1 4 4 1 5 2 A ^- v : 35/ 



* Ut^IFm o c - A r g (Mts) -OH (2 3. lm 

g, 4 0mmo 1) £ at^] H B T U (15. 2m g, 40mmol) tDIE 
A (7. OmU 40mmol) *m^xm& L § Kl^fifi^tll^^^SA 

iMtf^'jy^iil (20%p iper idine in DMF, Si&3 
m LtFmoci*R««U^ SS^ilFmo c-Ar g (Mts) - 
OH (23. lmg, 40mmol) £i(S'83iJHB TU (15. 2mg^ 40m 
mol) fcDIEA (7. OmL. 4 0mmo 1) ^^ti^llWti: 
im?*SXU;o Zti*i>7-Bmi)T&Lt: (*MttM60iftin*A) 

o 

TFA^kS (9 5%TFA/5%m- cresol) H£ *9 B o ci^rS^l 
L£f£, FITC (9. 3mg. 25mg) & D I E A (17. 4mg, 100 
mmo 1) #£T> Ifitl 2^»tSWfctfc (St**«*ffiOttft- 
) o 

fti:t°^'Jy>®!l (2Dgpiperidinein DJT> ^i&3 5H b 
ti^Fmo citKftfUft, #fe (TFA/TFMSA/p-c r e s o 
l/thioanisol=6 0/2 5/1 0/1 0) Hi 0 H*fi#** ^ 
•jffiLfcffv^ »it"C, Sfl9»iftfco MALDI-TOF MS leal 
cd. 6373. 0231 (M+H + ) . 

mmm2) usttii^tt^ffPNA^n-^^ 



miE# 2004-3058931 




&i£ftB o cfe (c f . Koch, T. ;Hansen, H. F. ;Ande 
rsen, P. ; L a r s e n , T . ;Bat 

z, H.G. ; Otteson, K. ; 0rura, H. J. Peptide Res. 1997, 49, 80-88.) 
, iWMBHA (5 0mg) Cf ^PNA^^v-^^ (7. 

7mg> 2 Ommo 1) . tt^«IHBTU (7. 6mg, 20mmol) t D I 
EA (3. 5mL. 2 0mL) fcJfl^TSKfeflHftSCSfcfTo fc (&S@E?!]f»^ 

V > # — ffl to — T ^ J W.— Boc — 7-aminoheptano i 
c Ac id (5. 2mg, 2 Ommo 1) > Fmoc-Ahx- Boc PNA 
-OH (10. Omg^ 2 Ommo 1) iiSJ^B oc-7-aminohept 
anoic Acid?:, fi^JHBTU (7. 6mg, 20mmol) fcD I 
EA (3. 5mg, 20mmol) *fflv»TJH^«^$**: (WJJ-U&tWk 

£-T(D3-~ y Y *m#M&LtzWi, \£*<V v>#kS (2 0%p i p e r i d i 
n e in DMF> MMSfr) UFmo cXiKHIU. Htltt 



fcti|E#2 004-3058931 



^F-M 2003-144152 A v : 37/ 



*^«»U»lFmoc-Arg (Mts) -OH (2 3. 1 
mg, 4 0mmo 1) Sritt^SJHBTU (15. 2mg> 40mmol) fcDI 
EA (7. OmL, 40mmol) Srffl^Ttt^LBWWltllUlftffitt^f-** 
XLfc (MitJilttM^SX) o 

;tL^^'Jy^I(20%piperidine in DMF> il7m3 
5*) UFmo ci*MU:li TOKilFmo c-Ar g (Mts) 
-OH (23. lmg^ 4 Ommo 1 ) Zffi&mHBTU (15. 2mg> 4 0 
mmol) hDIEA (7. OmL, 4 0mmo 1) »>Tl^L@^ttt 

KMtmfr**mxLtzo z.tizbi-mmn&Lfz m^M^mm<Dmmx 

) o 

TFAftl (9 5%TFA/5%m- cresol) K£*)B o 
Ltzfe, FITC (9. 3mg, 25mg) £DIEA (17. 4mg, 100 
mmo 1) #*ET> ML"C 1 2 WH«#L»*W«MkLfe (£^IMMfc«>im 

) O 

flkftldf-^ 1 ; v^^QjS (2P|piper idinei nDE Mz&3 55*) Lt 
I^Fmo ci*K«SL^> #V* (TFA/TFMSA/p-c r e s o 1 
/thioanisol=6 0/2 5/1 0/1 0) £ X *9 ®ffiffl#^5>O-50 0 
ttiLSrffv^ f^lLt, SM^=S:#/io MALDI-TOF MS : c a 1 c 
d. 6373. 0231 (M+H+) . 
[0 0 8 5] 

[HI] 

DNAiiPNA OfliatiS J: tW«0*fcjRtf> j*v> *3ttH"C* * ° 
[E12] 



fcB§E# 2004-3058931 



2003-144152 ^ 



^-v : 38/E 



miE# 2004-3058931 



0^fB. 2003-144152 A ^- v : 1/E 




2004-3058931 



12 0 0 3- 1 4 4 1 5 2 A ^-~>* : 1/E 



mm 

t a*? § & , mm®, p n a off a-frjs^ft ^ aiffrtiKm^z 

Boc'Jv^ (Fmoc) -OH^iiFmo c-'JvV (A 1. 
loc) -OHtJ^SS-tfrTPNA^ 1 ; rfT-fc-frJfcLfclfc, RPNAtV^ 

PNAt/v-a-yftLTftlBtiBoc'J^^ (Fmoc) -OH^vMi 
Fmo c -V (A 1 loc) -OH Q 

im&m] m 2 



ffilE# 2004-3058931 



^r-m 2003-144152 



#112003-144152 



[»glJ#^] 503280961 

imW&%] 100084696 

ISA 

054313 

[ffitt&ffi] 4, 200H 



1/E 



mffiE# 2004-3058931 



^H#M2 0 0 3- 1 4 4 1 5 2 ^ 1/E 



MB] 
[*«A] 



miiE# 2004-3058931 



#M 2003-144152 
50400050551 

mm mm 6 9 9 6 

f^l6f 5B2 6B 



WU6^ 1|14B 
503280961 

100084696 

SSmE»ft4TB8f 1-4 0 2-t 
ISA 




1 



2003-144152 

ffi m a m k it # 



IftgU*^- [501368735] 

1 . gE55*M 0 2 0 0 1^ 9^190 

[MS ft] ^ 

ft B)f ^^m»SLlUTlirXFfJll^ffi3Tg 3 1 #tt 1 * ^X7--brXp 

Jl|^8*3 0 7^" 



ffifE#-*§- ffi|E#2 0 0 4 - 3 0 5 8 9 3 1 



_ ^-v: 2/E 

!|I2 003-144152 
{H 1 A 1 I i * 

ft gU** [5 0 3 2 8 0 9 6 1 ] 

1 . gEH^M B 2 0 0 3^ 8 £ 4 B 



ffiiE## ffiiE#2 004-3058931 



PCT/JP2004/005392 



|SK#t?$>6 ^1 4.17Gv)25tt* 51 <D 2.1(a)(iv)) 

uf?^^** 0 * 88 **** ±1BBRIH«**WU d>o^^LTVN5ii:^ ^iWitft, ftl*. PCT *W 4.10 

iE?^S E§ 5 li:: * 3 ^ T ^ B,1 " 5 ^* iSr ^ u r*©a»j ^v^j&wlotic* m&xizi&ftSMmmcotoMm*. turns. 



ft*: yfeffl 



m&<D*>X% : T270-0115 B^B^H^mrtT?XFJII^B3Tg3 1 gtftl 



I^f- HlFJIIft 8&3 Q7§ 



Biff: B^g JAPAN 



&w%<om& - _ _ ^ ______ _ _ _____ _ _ ______ _ _ 

J&fe : _jj§ R . 

W«g>abX45 : T344-0054 B^|gi^3Eii#BggTlT^JIlF 1 T§ 1 



B^@ JAPAN 



TOCT/RO/10 1 ($&TJ8*S(iv)) (2 0 0 14£3£J£> 



